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rWhat is claimed is: 



10 



15 



20 



.A compound of formula 



R 4 R 3 



(CH 2 ) n 

\ 

N— X Z 

/ \ / 

/ v A 

(CH 2 ) p 



wherein 



R 1 is hydrogen or a functional group, which can be converted to hydrogen in wVo; 




R 2 is hydrogen, C^-alkyl, halogen, c^ano, trifluoromethyl, trifluoromethoxy, hydroxy 
or -NR 7 R 8 , 



wherein R 7 and R 8 independently 
hydrogen, 

C^-alkyl optionally substituted with 

aryl, heteroaryl, aroyl, heteroaroyl, arylsulfdswl, arylamino, heteroaryl- 
amino or C^-cycloalkyl, which are optionally ^bstituted with 

C^-alkyl, C^-alkoxy, C^-alkylthio, hydroxy\amino, C^-alkylamino, 
dKC^-alkyOamino, halogen, cyano, trifluoromethyl, trifluoromethoxy, 
aryl, heteroaryl, aroyl, heteroaroyl, arylsulfonyl, arylamino or het- 
eroarylamino, 
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\ aryl, heteroaryl, aroyl, heteroaroyl, arylsulfonyl or heteroarylsulfonyl, which are 
\ optionally substituted with 
\ C^-alkyl, C^-alkoxy, C^-alkylthio, hydroxy, amino, C^-alkylamino, 
\ dKC^-alkylJamino, halogen, cyano, trifluoromethyl, trifluoromethoxy, aryl, 
\ heteroaryl, aroyl, heteroaroyl, arylsulfonyl, arylamino or heteroarylamino, 

C^-alRvlsulfonyl optionally substituted with 

C 3 Vcycloalkyl, C^-alkoxy, C^-alkylthio, hydroxy, amino, C^-alkylamino, 
di(C\«-alkyl)amino, halogen, cyano, trifluoromethyl, trifluoromethoxy, aryl, 
heteroaryl, aroyl, heteroaroyl, arylsulfonyl, arylamino or heteroarylamino, 
or \ 

R 7 and R 8 , together with the nitrogen atom to which they are connected, form a 
3 to 8-membered, saturated or unsaturated, heterocyclic ring optionally contain- 
ing one or more furtfW heteroatoms selected from nitrogen, oxygen and sulfur, 
and optionally substituted with C^-alkyl, C^-alkoxy, C^-alkylthio, hydroxy, 
amino, C^-alkylamino, cmC^-alkylJamino, halogen, cyano, trifluoromethyl, 
trifluoromethoxy, aryl, heteroaryl, aroyl, heteroaroyl, arylsulfonyl, arylamino or 
heteroarylamino; \ 

R 3 , R 4 , R 5 and R 6 independently are \ 

hydrogen, carboxy, C^-alkoxycarbonyl, ©yatoo, trifluorometnyl, halogen, 

C 3-s- c ycloalkyl optionally substituted with \ J 

C^-alkyl, C^-alkoxy, C 1-6 -alkylthio, hydroxy^amino, C^-alkylamino, 
difC^-alkylJamino, halogen, cyano, trifluoromettiyl, trifluoromethoxy, aryl, het- 
eroaryl, aroyl, heteroaroyl, arylsulfonyl, arylaminoyor heteroarylamino, 

C 1j6 -alkyl, C^-alkenyl or C 2J6 -alkynyl, which are optionally substituted with 

C^-alkoxy, C^-alkylthio, hydroxy, cyano, halogen, trifluoromethyl, trifluoro- 
methoxy, carboxy, C^-alkoxycarbonyl, ^ 
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\C 3 _8-cycloalkyl, aryl, heteroaryl, aroyl, heteroaroyl, arylsulfonyl, arylamino or 
neteroarylamino, which are optionally substituted with 
\ C^-alkyl, C^-alkoxy, C^-alkylthio, hydroxy, amino, C^-alkylamino, 
\ di(C 1 ^-alkyl)amino 1 halogen, cyano, trifluoromethyl, trifluoromethoxy, aryl, 
\ heteroaryl, aroyl, heteroaroyl, arylsulfonyl, arylamino, heteroarylamino or 
\cO-NR 9 R 10 , 

aryl optionall>\substituted with 

halogen, cyano, nitro, C^-alkyl, C^-alkoxy, hydroxy, trifluoromethyl, trifluoro- 
methoxy, ara, heteroaryl, aryloxy, aroyl, heteroaroyl, arylsulfonyl, arylamino, 
heteroarylamino or -CO-NR 9 R 10 , 

-CO-NR 9 R 10 , \ 

wherein R 9 and R 10 independently are 

hydrogen, \ 

C^-alkyl optionally substituted vMth 

aryl, heteroaryl, aroyl, heteroaroyl, arylsulfonyl, arylamino, heteroaryl- 
amino or C^-cycloalkyl, which $re optionally substituted with 

C^-alkyl, C^-alkoxy, C^-alWlthio, hydroxy, amino, C lJ6 -alkylamino, 
dKC^-alkyOamino, halogen, cyano, trifluoromethyl, trifluoromethoxy, 
aryl, heteroaryl, aroyl, heteroayo^arylsulfonyl, arylamino or het- 
eroarylamino, A\ / 

aryl, heteroaryl, aroyl, heteroaroyl, arylsulfonyl or neteroarylsulfonyl, which are 

optionally substituted with \ 

C^-alkyl, C^-alkoxy, C lJ6 -alkylthio, hydroxy, amino, (SLg-alkylamino, 
di(C 1-6 -alkyl)amino, halogen, cyano, trifluoromethyl, triflubromethoxy, aryl, 
heteroaryl, aroyl, heteroaroyl, arylsulfonyl, arylamino or hetehQarylamino, 
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,^-alkylsulfonyl optionally substituted with 

C^-cycloalkyl, C^-alkoxy, C^-alkylthio, hydroxy, amino, C^-alkylamino, 
iKC^-alkylJamino, halogen, cyano, trifluoromethyl, trifluoromethoxy, aryl, 
heteroaryl, aroyl, heteroaroyl, arylsulfonyl, arylamino or heteroarylamino, 
or 



'bfatf 

; 5~s 
Ml? I 

= M p 

Q 
ffl 



R 9 and R 10 , together with the nitrogen atom to which they are connected, form a 
3 to 8 membered, saturated or unsaturated, heterocyclic ring optionally contain- 
10 ing one or moreNurther heteroatoms selected from nitrogen, oxygen and sulfur, 

and optionally substituted with C^-alkyl, C lJ6 -alkoxy, C^-alkylthio, hydroxy, 
amino, C^-alkylamiim dKC^-alkyOamino, halogen, cyano, trifluoromethyl, 
trifluoromethoxy, aryl, n^Jeroaryl, aroyl, heteroaroyl, arylsulfonyl, arylamino or 
heteroarylamino, or 

15 

R 3 and R 4 , together with the carbon \atom to which they are connected, and/or R 5 and 
R 6 together with the carbon atom to wtaich they are connected, form a 3 to 8- 
membered, saturated or unsaturated, cafb5cyclic or heterocyclic ring optionally 
substituted with C^-alkyl, C^-alkoxy, ^^alkylthio, hydroxy, amino, C^-alkylamino, 
20 di(C lJ6 -alkyl)amino, halogen, cyano, trifluoromethyl, trifluoromethoxy, aryl, heteroaryl, 
aroyl, heteroaroyl, arylsulfonyl, arylamino or heteroarylamino; 



m, n, p and q independently are 0, 1 or 2; 

25 X is a valence bond, -CH 2 -, -C(=0)-, -C(=S)-, -S(=0)-, ^6(=0) 2 -, -C(=N-CN)-, 
-C(=CH-N0 2 )-, -C^CNJJ-, -C(=CH-CN)-, -C(=NR 11 )- 0 \C(=N-S(=0) 2 R 1la )-, 

wherein R 11 is 



30 



hydrogen, 



Ci-e-alkyl optionally substituted with 
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i anryl, heteroaryl, aroyl, heteroaroyl, arylsulfonyl, arylamino, heteroaryl- 
amino or C^-cycloalkyl, which are optionally substituted with 

\ C^-alkyl, C lJ6 -alkoxy, C^-alkylthio, hydroxy, amino, C^-alkylamino, 
Wc^-alkyljamino, halogen, cyano, trifluoromethyl, trifluoromethoxy, 
anvl, heteroaryl, aroyl, heteroaroyl, arylsulfonyl, arylamino or het- 
eroarylamino, 

aryl, heteroaryl/aroyl, heteroaroyl, arylsulfonyl or heteroarylsulfonyl, which are 

optionally substituted with 

C^-alkyl, C^^alkoxy, C lJ6 -alkylthio, hydroxy, amino, C^-alkylamino, 
ditC^-alkylJamiV), halogen, cyano, trifluoromethyl, trifluoromethoxy, aryl, 
heteroaryl, aroyl, heteroaroyl, arylsulfonyl, arylamino or heteroarylamino, 

C^-alkylsulfonyl optionallySsubstituted with 

C^-cycloalkyl, C^-alkoxy, C^-alkylthio, hydroxy, amino, C^-alkylamino, 
dKC^-alkyOamino, halogten, cyano, trifluoromethyl, trifluoromethoxy, aryl, 
heteroaryl, aroyl, heteroaroyl, arylsulfonyl, arylamino or heteroarylamino; 

is \ 

C^-alkyl optionally substituted with \ 

aryl, heteroaryl, aroyl, heteroaroyl, anwsulfonyl, arylamino, heteroaryl- 
amino or C 3 ^-cycloalkyl, which are optronally sUbstitdted with 

C^-alkyl, C^-alkoxy, C^-alkyltWo/tt^oxy, amino, C^-alkylamino, 
dKC^-alkyOamino, halogen, cyano, trir^jororjnethyl, trifluoromethoxy, 
aryl, heteroaryl, aroyl, heteroaroyl, aiylsutfonyl, arylamino or het- 
eroarylamino, \ \ 

aryl, heteroaryl, aroyl, heteroaroyl, arylsulfonyl or heteroawlsulfonyl, which are 
optionally substituted with V\ 
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\ C^-alkyl, C^-alkoxy, C^-alkylthio, hydroxy, amino, C^-alkylamino, 
VlitC^-alkyOamino, halogen, cyano, trifluoromethyl, trifluoromethoxy, aryl, 
heteroaryl, aroyl, heteroaroyl, arylsulfonyl, arylamino or heteroarylamino, 

Y is a valence bond, -O- or -N(R 12 )-, 

wherein R 12 is \ 

hydrogen, \ 

C^-alkyl optionally\ubstituted with 

aryl, heteroaryl,\royl, heteroaroyl, arylsulfonyl, arylamino, heteroaryl- 
amino or C^j-cyclo^lkyl, which are optionally substituted with 

C 1j6 -alkyl, C^-alkoxy, C^-alkylthio, hydroxy, amino, C^-alkylamino, 
difC^-alkylJaminoV halogen, cyano, trifluoromethyl, trifluoromethoxy, 
aryl, heteroaryl, aroyi heteroaroyl, arylsulfonyl, arylamino or het- 
eroarylamino, \ 

aryl, heteroaryl, aroyl, heteroaroyl, arylsulfonyl or heteroarylsulfonyl, which are 

optionally substituted with 

C^-alkyl, C^-alkoxy, C^-alkyltnio.Nnydroxy, amino, C^-alkylamino, 
di(C 1 ^-alkyl)amino, halogen, cyano, tmuoromethyLtrifluoromethoxy, aryl, 
heteroaryl, aroyl, heteroaroyl, a rVlsj^f€ir^r s ai^la^ or heteroarylamino, 

C^-alkylsulfonyl optionally substituted with \ 

C^-cycloalkyl, C^-alkoxy, C^-alkylthio, hydrokv, amino, C^-alkylamino, 
difC^-alkyOamino, halogen, cyano, trifluoromethV trifluoromethoxy, aryl, 
heteroaryl, aroyl, heteroaroyl, arylsulfonyl, arylaminovor heteroarylamino; 

A is a valence bond, C^-alkylene, C^-alkenylene, C^-alkynyle^e, C 3 ^-cyclo- 
alkylene or phenylene, or 
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when Y is -N(R 12 )-, A, together with R 12 and the nitrogen atom to which they are 
^ connected, may form a 3 to 8-membered, saturated or unsaturated, heterocyc- 
\ lie ring system optionally containing one or more further heteroatoms selected 
\ from nitrogen, oxygen and sulfur, and optionally substituted with C^-alkyl, 
u 1-6 -alkoxy, C^-alkylthio, hydroxy, amino, C^-alkylamino, di(C 1-6 -alkyl)amino, 
halogen, cyano, trifluoromethyl, trifluoromethoxy, aryl, heteroaryl, aryl-C^-alkyl, 
hetWoaryl-C^-alkyl, aroyl, heteroaroyl, arylsulfonyl, arylamino or het- 
eroarylamino; and 

Z is -R 13 , -Or\ -SR 13 , -NR 13 R 14 f -CHR 13 R 14 , -CR 13 R 14 R 15 or =CR 13 R 14 , 

wherein R 13 , R 14 and R 15 independently are 

hydrogen, \ 

C^-alkyl, C 2jQ -alkenyl ok C 2-6 -alkynyl, which are optionally substituted with 

aryl, arylamino, heteroarylamino, aroyl, heteroaroyl, arylsulfonyl, C^-alkyl- 
sulfonyl, sulfonylaminov arylthio, heteroarylthio, aryloxy, acylamino, het- 
eroaryl or C3^-cycloalkyl>which are optionally substituted with 

C 1j6 -alkyl, C^-alkoxy, X^-alkylthio, aryl-C lJ6 -alkyl, heteroaryl-C^-al- 
kyl, nitro, arylamino, het^roarylarhino, aroyl, heteroaroyl, arylsulfonyl, 
heteroarylsulfonyl, C^-alkylsilfonyl, sulfonylamino, arylthio, het- 
eroarylthio, aryloxy, acylamirTo^ydr^yfamino, C^-alkylamino, 
di^^-alkyljamino, halogen, cyano, trifluoromethoxy or trifluoro- 
methyl, \ 

aryl, C^-cycloalkyl, C 3 . 15 -cycloalkenyl, C 3 . 15 -cycloa<kynyl, aroyl or heteroaryl, 

which are optionally substituted with \ 

aryl-C^-alkyl, heteroaryl-C^-alkyl, aryl, heteroaryl^nitro, arylamino, het- 
eroarylamino, aroyl, heteroaroyl, arylsulfonyl, heteroawlsulfonyl, C^-alkyl- 
sulfonyl, sulfonylamino, arylthio, heteroarylthio, aryloxy, a<jylamino, 
C^-alkyl, C lJ6 -alkoxy, C^-alkylthio, C 3 ^-cycloalkanecarbonyuN^vdroxy, 
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amino, C^-alkylamino, di(C 1 ^-alkyl)amino t halogen, cyano, trifluorometh- 
oxy or trifluoromethyl, where 

^R 13 and R 14 or R 13 , R 14 and R 15 , when they do not represent hydrogen, may be 
jqined by one or more bridging linkers such as a valence bond, C^-alkylene, 
CA-alkenylene, -O-, -S-, -N(R 16 )-, -C(=0)-, -S(=0)-, -S(=0) 2 -, -C(R 16 R 17 )-, 
pheriylene, biphenylene, -O-C^-alkylene, -S-C^-alkylene, -NfR^-C^-alkylene, 
-N=Cw-alkylene, -O-C^-alkenylene, -S-C^-alkenylene or -N(R 16 )-C 2 ^-alke- 
nylenev to form a mono-, bi- or polycyclic ring system, 

wherein Ry and R 17 independently are 

hydrogen\ 

C 1j6 -alkyl optionally substituted with 

aryl, heteroaryl, aroyl, heteroaroyl, arylsulfonyl, arylamino, het- 
eroarylamino V C^-cycloalkyl, which are optionally substituted with 
C 1j6 -alkyl, G^-alkoxy, C^-alkylthio, hydroxy, amino, C^-alkyl- 
amino, di(CAalkyl)amino, halogen, cyano, trifluoromethyl, 
trifluoromethoxV, aryl, heteroaryl, aroyl, heteroaroyl, arylsul- 
fonyl, arylamino or heteroarylamino, 

aryl, heteroaryl, aroyl, hetercfaroyl, ^rylsulfonyl or heteroarylsulfonyl, which 

are optionally substituted with /\ V y 

C 1d6 -alkyl, C^-alkoxy, b^^lkyltruo, hydroxy, amino, C^-alkylamino, 
di(C 1-6 -alkyl)amino, halogen, cyanV trifluoromethyl, trifluoromethoxy, 
aryl, heteroaryl, aroyl, heteroaroyl, aKvlsulfonyl, arylamino or het- 
eroarylamino, \ 

C^-alkylsulfonyl optionally substituted with \ 

C 3 ^-cycloalkyl, C^-alkoxy, C lJ6 -alkylthio, hydrox^^nriino, C^-alkyl- 
amino, dKC^-alkylJamino, halogen, cyano, trifluoromethyl, trifluoro- 
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• 3 



20 



25 



methoxy, aryl, heteroaryl, aroyl, heteroaroyl, arylsulfonyl, arylamino 
or heteroarylamino, or 

R 16 and R 17 , together with the nitrogen atom to which they are connected, 
form a 3 to 8 membered, saturated or unsaturated, heterocyclic ring op- 
tionally containing one or more further heteroatoms selected from nitro- 
gen, oxygen and sulfur, and optionally substituted with C^-alkyl, 
C^-alkoxy, C lJ6 -alkylthio, hydroxy, amino, C^-alkylamino, 
vdKC^-alkylJamino, halogen, cyano, trifluoromethyl, trifluoromethoxy, aryl, 
3teroaryl, aroyl, heteroaroyl, arylsulfonyl, arylamino or heteroarylamino; 



when X is -CS-, R 1 = 
-Y-A-Z must not start 



= R 5 = R 6 = hydrogen, m = n = p = 0 and q = 1 , the group 
the radical -NH-; 




when the group -X- Y-A-Z 
m = n = p = 0 and q = 1 , R 5 



th the radical -CH 2 -, R 1 = R 2 = R 6 = hydrogen, 
be carboxy or aminocarbonyl; 



when X is -CO-, the group -M-A-Z starts vWttfthe radical -NH-, R 1 = R 2 = R 6 = hydro- 
gen, m = n = p = 0 and q = 1 ,\he remainder of the group -Y-A-Z must not be hydro- 
gen, unsubstituted or C 1-6 -alkoxy substituted phenyl, unsubstituted C 3 ^-cycloalkyl or 
unsubstituted C^-alkyl; 

when X is -CO-, Y is -O-, A is -CH 2 -, Z is phenyl R 1 = R 2 = R 3 = R 4 = R 6 = hydrogen, 
m = n = p = 0 and q = 1, R 5 must not be carboxy,\minocarbonyl or4-phenyl- 
piperazin-1 -ylcarbonyl; 



when X is -CO-, Y is -O-, A is -CH 2 -, Z is phenyl, R 1 = R 3 \R 4 = R 6 = hydrogen, R 2 = 
30 butyl, m = n = p = 0 and q = 1 , R 5 must not be methoxycarbdqyl; 
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when X is -CO-, Y is -O-, A is -CH 2 -, Z is phenyl, R 1 = R 2 = R 4 = R 5 = R 6 = hydrogen, 
m = \ = p = 0 and q = 1, R 3 must not be hydrogen, ethyl, isopropyl or phenyl; 

when X iSvCO-, Y is -O-, A is a valence bond, Z is fe/f-butyl, R 1 = R 2 = R 3 = R 4 = R 6 
5 hydrogen, rrK= n = p = 0 and q = 1 , R 5 must not be carboxy; 

when X is -CO-,Y is -O-, A is a valence bond, Z is ferf-butyl, R 1 = R 2 = R 4 = R 5 = R 6 
hydrogen, m = n =\d = 0 and q = 1 , R 3 must not be 4-cyanophenyl; 

10 when X is -CO-, the group -Y-A-Z starts with the radical -O-, R 1 = R 2 = R 6 = hydro- 
gen, m = n = p = 0 and q\l, R 5 must not be carboxy, aminocarbonyl or hydrogen; 



when -X is -CO-, the group -y r -A :; Zs / tJarts with the radical -CH<, R 1 = R 2 = R 3 = R 4 = 
R 6 = hydrogen, m = n = p = Varra q\jj , R 5 must not be hydroxymethyl, C^-alkoxy- 
15 carbonyl or carboxy; and 



when X is -CO-, the group -Y-A-Z is 4-methox^ohenyl, R 1 = R 2 = R 3 = R 4 = R 6 = hy- 
drogen, m = n = p = 0 and q = 1 , R 5 must not be cS*rboxy; 

20 as well as any optical or geometric isomer or tautomericrfprm thereof or a pharma- 
ceutically acceptable salt thereof. 



2. A compound of clai m |^ w herein R 1 = R 2 = hydrogen. 



25 3. A compound of claim 1, wherein m = n = p = 0; and q = 1 




4. A compound of claim 1 , whereinK = p = 0; and m = q = 1 . 



5. A compound of claim 1, wherein X is a valence bond, -C(=0)-, -S(=0) 2 -, -C(=N- 
30 CN)-, -C(=CH-N0 2 )- or -fc(=N-S(=0) 2 R 11a )-, wherein R 11a is as defined in claim 1 . 



6. A compound of claim 5; wherein X is -C(=0)-. 
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7. A compoi&nd of claim 1 , wherein A is a valence bond, C^-alkylene, C 2 ^- 
alkenylene or G^-alkynylene. 



5 8. A compound of claim 7, wherein A is a valence bond or C^-alkylene. 

9. A compound of claim 8/yherein A is a valence bond, methylene, ethylene or pro- 
pylene. 

10 10. A compound of claim 1 , wherein Z is -R 13 , -NR 13 R 14 , -CHR 13 R 14 or -CR 13 R 14 R 15 , 
wherein R 13 , R 14 and R 15 are as defintecUin claim 1 . 

1 1 . A compound of claim 10, wherein Zife -R 13 , wherein R 13 is as defined in claim 1 . 

15 1 2. A compound of claim 1 1 , wherein Z is Qj^-alkyl, aryl, C 3 . 15 -cycloalkyl, C 3 _ 15 - 

cycloalkenyl, aroyl or heteroaryl, which are optionally substituted as defined in claim 
1. 

13. A compound of claim 12, wherein Z is C^-alkyl, phenyl, naphthyl, thienyl, 
20 cyclopentyl, cyclohexyl, cyclohexenyl, oxazolyl, indanyk isoquinolyl, benzoyl or tetra- 
hydronaphthyl which are optionally substituted as defined in claim 1 . 




^^/y 14. A compound of claim 17, wnerein Z is phenyl or cyclohexyl which are optionally 
substituted as defined in claim 1 \ 



1 5. A compound of claim 1 1s. wherein Z is unsubstituted or substituted with one to 
three substituents selected fram C 1-6 -alkyl, C^-alkoxy, halogen, phenyl, di(C^- 
alkyl)amino, C^-cyclopropaneWr&pnyl, trifluoromethoxy and trifluoromethyl. 

30 16. A compound of claim 10, whetein Z is -NR 13 R 14 , in which R 13 and R 14 are both 
phenyl, which phenyl groups are joined with a C^-alkylene group to form a tricyclic 
ring system. 
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17. A compound of claim 10, wherein Z is -CHR 13 R 14 , in which R 13 is C^-alkyl or 
phenyl and is phenyl, or R 13 and R 14 are both C^-alkyl which are joined with C^- 
alkylene linker\to form a polycarbocyclic ring system. 

18. A compound ofclaim 10, wherein Z is -CR 13 R 14 R 15 , in which R 13 , R 14 and R 15 are 
C^-alkyl which are joined with C^-alkylene linkers to form a polycarbocyclic ring 
system. \ 

19. A compound of claim IB, wherein Z is adamantyl. 

20. A compound of claim 1 , wherein R 3 and R 4 independently are 
hydrogen; \ 

C 3 -s-cycloalkyl optionally substituted\with C^-alkyl, C^-alkoxy, C^-alkylthio, hydroxy, 
amino, C^-alkylamino, dKC^-alkylamUro), halogen, cyano, trifluoromethyl, trifluoro- 
methoxy, aryl, heteroaryl, aroyl, heter&aroyl, arylsulfonyl, arylamino or het- 
eroarylamino, | V 

C 1-6 -alkyl optionally substituted with \ 

C 3 -8-cycloalkyl, aryl, heteroaryl, aroyl, heteroaroyl, arylsulfonyl, arylamino or 

heteroarylamino which are optionally substituted with 

C^-alkyl, C^-alkoxy, C^-alkylthio^hydroxy, amino, C^-alkylamino, di(C 1 . 
6 -alkylamino), halogen, cyano, trifludtromethyl, trifluoromethoxy, aryl, het- 
eroaryl, aroyl, heteroaroyl, arylsulfonyl, arylamino or heteroarylamino, 

aryl optionally substituted with \ 

halogen, cyano, nitro, C 1-6 -alkyl, C lJ6 -alkoxy, hydroxy, trifluoromethyl, trifluoro- 
methoxy, aryl, heteroaryl, aryloxy, aroyl, heteroaroyl, arylsulfonyl, arylamino, 
heteroarylamino or -CO-NR 9 R 10 , wherein R 9 and R t0 are as defined in claim 1 , 
or \ 
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R 3 and R 4 , together with the carbon atom to which they are connected, form a 
C 3 -8-cycloalkyl ring optionally substituted with C^-alkyl, C^-alkoxy, C lJ6 -alkylthio, hy- 
droxy, amino, C^aikylamino, dKC^-alkylamino), halogen, cyano, trifluoromethyl, 
5 trifluoromethoxy, atyl, heteroaryl, aroyl, heteroaroyl, arylsulfonyl, arylamino or het- 
eroarylamino. 

21 . A compound of claimS20, wherein R 3 and R 4 are both hydrogen or are both C^- 
alkyl, or R 3 and R 4 , together with the carbon atom to which they are connected, form 
10 a C^-cycloalkyl ring, or onepf R 3 and R 4 is hydrogen while the other is C^-cycloalkyl 
substituted C^-alkyl. 

g 22. A compound of claim 1 , wheVein R 5 and R 6 are both hydrogen. 

15 23. A compound of claim 1 , whereini R 3 , R 4 , R 5 and R 6 are hydrogen. 

24. A compound of claim 1 , wherein Ftf = R 2 = hydrogen; R 3 , R\ R 5 and R 6 are hy- 
drogen; X is -C(=0)-; Y is -N(R 12 )-, whejtefn R 12 and A, together with the nitrogen 
atom to which they are connected, forrtTa 3 to-8 membered, saturated or unsatu- 

20 rated, heterocyclic ring system optionaflly containing one or more further heteroatoms 
selected from nitrogen, oxygen and sulfur, land optionally substituted with C^-alkyl, 
C^-alkoxy, C^-alkylthio, hydroxy, amino, CU-alkylamino, di(C^-alkylamino), halo- 
gen, cyano, trifluoromethyl, trifluoromethoxy, aryl, heteroaryl, aryl-C^-alkyl, hetero- 
aryl-C^-alkyl, aroyl, heteroaroyl, arylsulfonyl, ^rylamino or heteroarylamino; and Z is 
25 -R 13 , wherein R 13 is hydrogen. 

25. A compound of claim 1, wherein R 1 = R 2 = hydrogen; R 3 , R 4 , R 5 and R 6 are hy- 
drogen; X is -C(=N-CN)-, -C(=CH-N0 2 )- or -C(=N-$(=0) 2 R 11a )-, wherein R 11a is Ch- 
alky I or phenyl substituted with C^-alkyl; Y is -NH-;\A is C^-alkylene; and Z is -R 13 , 

30 wherein R 13 is C^-alkyl, aryl, C 3 . 15 -cycloalkyl, C 3 _ 15 -cycloalkenyl, aroyl or heteroaryl, 
which are optionally substituted as defined in claim 1: 
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26. A comp&und of claim 1 . wherein R 1 = R 2 = hydrogen; R 3 , R 4 , R 5 and R 6 are hy- 
drogen; X is -S(=0) 2 -; Y is a valence bond; A is a valence bond or C^-alkylene; and 
Z is -R 13 , whereih R 13 is C 1-6 -alkyl, aryl, C^-cycIoalkyl, C 3 _ 15 -cycloalkenyl, aroyl or 

5 heteroaryl, which are optionally substituted as defined in claim 1 . 

27. A compound of claih(i 1 , wherein R 1 = R 2 = hydrogen; R 3 , R 4 , R 5 and R 6 are hy- 
drogen; X is -C(=0)-; Y is\rN(R 12 )-, wherein R 12 is hydrogen or C^-alkyl; A is a va- 
lence bond or C^-alkyleneXand Z is -R 13 , wherein R 13 is C^-alkyl, aryl, C 3 _ 15 -cyclo- 

10 alkyl, C 3 _ 15 -cycloalkenyl, aroykor heteroaryl, which are optionally substituted as de- 
fined in claim 1 . \ 

28. A compound of claim 1 , whekein R 1 = R 2 = hydrogen; R 3 , R 4 , R 5 and R 6 are hy- 
drogen; X is -C(=0)-; Y is -O-; A ik a valence bond or C^-alkylene; and Z is -R 13 , 

15 wherein R 13 is C^-alkyl, aryl, C 3 . 15 -cyddalkyl, C 3 . 15 -cycloalkenyl, aroyl or heteroaryl, 
which are optionally substituted as qfefin^d in claim 1 . 

29. A compound of claim 1 f wherein re = R 2 = hydrogen; R 3 , R 4 , R 5 and R 6 are hy- 
drogen; X is -C(=0)-; Y is a valence bond; A is a valence bond or C^-alkylene; and 

20 Z is -R 13 , wherein R 13 is C 1-6 -alkyl, aryl, (1 15 -cycloalkyl, C 3 _ 15 -cycloalkenyl, aroyl or 
heteroaryl, which are optionally substituted as defined in claim 1 . 



30. A compound of claim 25, wherein Z is CYg-alkyl, phenyl, naphthyl, thienyl, 
cyclopentyl, cyclohexyl, cyclohexenyl, oxazolyl, indanyl, isoquinolyl, benzoyl ortetra- 

25 hydronaphthyl which are optionally substituted\as defined in claim 1 . 

31 . A compound of claim 30, wherein Z is phenyl or cyclohexyl, which are optionally 
substituted as defined in claim 1 . 

30 32. A compound of claim 25, wherein Z is unsubstit\jted or substituted with one to 
three substituents selected from C^-alkyl, C^-alkoxv, halogen, phenyl, di(C^- 
alkyl)amino, Ca^-cyclopropanecarbonyl, trifluoromethoxy and trifluoromethyl. 
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33. A medicament comprising a comftoyricl of claim 1 




34. A pharmaceutical composition comprising, as an active ingredient, an effective 
amount of at least one compound of claim 1 , together with one or more pharmaceuti- 
cally acceptable carriers or diluents. 

35. The pharmaceutical composition of claim 34 in unit dosage form, comprising from 
about 0.05 mg to about 1000 mg ofdhe compound. 

36. The pharmaceutical composition 'exclaim 35 in unit dosage form, comprising 
from about 0.1 mg to about 500 mg of th^compound. 

37. The pharmaceutical composition of claiiri 36 in unit dosage form, comprising 
from about 0.5 mg to about 200 mg of the compound. 



A medicament for treating or preventing disorders and diseases related to the 
amine H3 receptor, the medicament comprising a compound of formula I' 



R 4 R 3 



\\ 












N \ 



(CH 2 ) r 



(ch; 



(CH 2 )„ 
\ 

, N -X\ 7 
/ Y — 

(CH 2 ) p 



FT 



wherein 



R 1 is hydrogen or a functional group, which cahvbe converted to hydrogen in vivo; 
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>2 is hydrogen, C 1-6 -alkyl, halogen, cyano, trifluoromethyl, trifluoromethoxy, hydroxy 
rVNR 7 R 8 , 



wheKei^R 7 and R 8 independently are 



C^-alkyl rationally substituted with 

aryl, hetehoaryl, aroyl, heteroaroyl, arylsulfonyl, arylamino, heteroaryl- 
amino or G^Wycloalkyl, which are optionally substituted with 

C^-alkW^C^-alkoxy, C^-alkylthio, hydroxy, amino, C^-alkylamino, 
di(C 1 ^-allwl)Qmino, halogen, cyano, trifluoromethyl, trifluoromethoxy, 
aryl, heteroaryl^ aroyl, heteroaroyl, arylsulfonyl, arylamino or het- 
eroarylamino/ 

aryl, heteroaryl, aroyl, heterd^rdyi, arylsulfonyl or heteroarylsulfonyl, which are 

optionally substituted with 

C^-alkyl, C^-alkoxy, C^-^kylfrno, hydroxy, amino, C^-alkylamino, 
di^^-alkyljamino, halogen, Was^^tVifluoromethyl, trifluoromethoxy, aryl, 
heteroaryl, aroyl, heteroaroyl, arvteulfonyl, arylamino or heteroarylamino, 

C^-alkylsulfonyl optionally substituted with 

Qa-8-cycloalkyl, C^-alkoxy, C^-alkylftaio, hydVoxy, amino, C lJ6 -alkylamino, 
dKC^-alkylJamino, halogen, cyano, triftuoromenayl, trifluoromethoxy, aryl, 
heteroaryl, aroyl, heteroaroyl, arylsulfonyl^ arylamino or heteroarylamino, 
or 



R 7 and R 8 , together with the nitrogen atom to which they are cohnected, form a 
3 to 8 membered, saturated or unsaturated, heterocyclK\ring optionally contain- 
ing one or more further heteroatoms selected from nitroge^oxygenWid sulfur, 
and optionally substituted with C^-alkyl, C^-alkoxy, C^-alkylthio, hydro$$y, 
amino, C^-alkylamino, di(C 1 ^-alkyl)amino, halogen, cyano, trifluoromethyl, 
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\ trifluoromethoxy, aryl, heteroaryl, aroyl, heteroaroyl, arylsulfonyl, arylamino or 
\ heteroarylamino; 

R 3 , R 4 , R 5 and R 6 independently are 

hydrogen, carboxy, C^-alkoxycarbonyl, cyano, trifluoromethyl, halogen, 

C 3 ^-cycloalkyi optionally substituted with 

C 1 ^-alkyl>£ 1 _ 6 -alkoxy I C 1-6 -alkylthio, hydroxy, amino, C^-alkylamino, 
dKC^-alkytyamino, halogen, cyano, trifluoromethyl, trifluoromethoxy, aryl, het- 
eroaryl, aroyl\heteroaroyl, arylsulfonyl, arylamino or heteroarylamino, 

C^-alkyl, C 2 ^-alkenyl oKC 2 ^-alkynyl, which are optionally substituted with 

C^-alkoxy, C^-alkytttiio, hydroxy, cyano, halogen, trifluoromethyl, trifluoro- 
methoxy, carboxy, C^^eNalkoxycarbonyl, 

Ca-a-cycloalkyl, aryl, heteroVyl, aroyl, heteroaroyl, arylsulfonyl, arylamino or 

heteroarylamino, which are optionally substituted with 

C^-alkyl, C^-alkoxy, C^^lkyltoiq. hydroxy, amino, C^-alkylamino, 
ditC^-alkyOamino, halogerx^yano, trifluoromethyl, trifluoromethoxy, aryl, 
heteroaryl, aroyl, heteroanoyl,^arylsulfonyl, arylamino, heteroarylamino or 
-CO-NR 9 R 10 , / A 

aryl optionally substituted with V\^^ 

halogen, cyano, nitro, C^-alkyl, C^-alkoxy.Wdroxy, trifluoromethyl, trifluoro- 
methoxy, aryl, heteroaryl, aryloxy, aroyl, heteroaroyl, arylsulfonyl, arylamino, 
heteroarylamino or -CO-NR 9 R 10 , \ 

-CO-NR 9 R 10 , \ 



wherein R 9 and R 10 independently are 
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+ 



hydrogen, 



10 



15 



20 



✓^-^Ikyl optionally substituted with 

aryl, heteroaryl, aroyl, heteroaroyl, arylsulfonyl, arylamino, heteroaryl- 
anpino or C3^-cycloalkyl, which are optionally substituted with 

C 1-6 -alkyl, C^-alkoxy, C^-alkylthio, hydroxy, amino, C^-alkylamino, 
iiCC^-alkyOamino, halogen, cyano, trifluoromethyl, trifluoromethoxy, 
aryl, heteroaryl, aroyl, heteroaroyl, arylsulfonyl, arylamino or het- 
eroarylamino, 

aryl, heteroaryl, aroyl, heteroaroyl, arylsulfonyl or heteroarylsulfonyl, which are 

optionally substituted^ with 

C^-alkyl, C^-alkoW C^-alkyithio, hydroxy, amino, C^-alkylamino, 
difC^-alkyOamino, ralogen, cyano, trifluoromethyl, trifluoromethoxy, aryl, 
heteroaryl, aroyl, heteroaroyl, arylsulfonyl, arylamino or heteroarylamino, 

C^-alkylsulfonyl optionally sdostituted with 

C 3-s-cycloalkyl, C^-alkoxy.XD^Jalkylthio, hydroxy, amino, C^-alkylamino, 
ditC^-alkyOamino, halogen, cyario, trifluofomethyl, trifluoromethoxy, aryl, 
heteroaryl, aroyl, heteroaroyl, strylsulfonyl, arylamino or heteroarylamino, 
or 



25 



30 



R 9 and R 10 , together with the nitrogen atoto to which they are connected, form a 
3 to 8-membered, saturated or unsaturated heterocyclic ring optionally contain- 
ing one or more further heteroatoms selectedfrom nitrogen, oxygen and sulfur, 
and optionally substituted with C^-alkyl, C^-alkoxy, C^-alkylthio, hydroxy, 
amino, C lJ6 -alkylamino, difC^-alkylJamino, halogen, cyano, trifluoromethyl, 
trifluoromethoxy, aryl, heteroaryl, aroyl, heteroaroyj, arylsulfonyl, arylamino or 
heteroarylamino, or 

R 3 and R 4 , together with the carbon atom to which they are corseted, and/or R 5 and 
R 6 together with the carbon atom to which they are connected, form a 3 to 8- 
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membered, saturated or unsaturated, carbocyclic or heterocyclic ring optionally 
Substituted with C 1j6 -alkyl, C^-alkoxy, C lJ6 -alkylthio, hydroxy, amino, C lJ6 -alkylamino, 
di^C^-alkyOamino, halogen, cyano, trifluoromethyl, trifluoromethoxy, aryl, heteroaryl, 
aroM, heteroaroyl, arylsulfonyl, arylamino or heteroarylamino; 

m, n, p^and q independently are 0, 1 or 2; 

X is a vale\ce bond, -CH 2 -, -C(=0)-, -C(=S)-, -S(=0)-, -S(=0) 2 -, -C(=N-CN)-, 
-C(=CH-NoY, -C[=C(CN)J-, -C(=CH-CN)- f -C(=NR 11 )- or -C(=N-S(=0) 2 R 11a )-, 

wherein R 11 is \ 

hydrogen, \ 

C^-alkyl optionally substituted with 

aryl, heteroaryl, aroyl, heteroaroyl, arylsulfonyl, arylamino, heteroaryl- 
amino or C 3 ^-Wcloalkyl, which are optionally substituted with 

C^-alkyl, C^-alkoxy, C^-alkylthio, hydroxy, amino, C^-alkylamino, 
di(C 1 ^-alkymmino, halogen, cyano, trifluoromethyl, trifluoromethoxy, 
aryl, heteroa™, aroyl, heteroaroyl, arylsulfonyl, arylamino or het- 
eroarylamino, \ 

aryl, heteroaryl, aroyl, heteroaroyl, arylsulfonyl or heteroarylsulfonyl, which are 

optionally substituted with /\ / 

C^-alkyl, C^-alkoxy, C^-ai^lthio^ amino, C^-alkylamino, 

ditC^-alkylJamino, hanQcjen, ftvano, trifluoromethyl, trifluoromethoxy, aryl, 
heteroaryl, aroyl, heteroaroyl, aKvlsulfonyl, arylamino or heteroarylamino, 

C^-alkylsulfonyl optionally substituted wfth 

C 3 ^-cycloalkyl, C^-alkoxy, C^-alkylthito, hydroxy, amino, C^-alkylamino, 
di(C 1 ^-alkyl)amino, halogen, cyano, trifluoromethyl, trifluoromethoxy, aryl, 
heteroaryl, aroyl, heteroaroyl, arylsulfonyl, arylamino or heteroarylamino; 
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* 



R 11a h 



10 



C^alkyl optionally substituted with 

aryl, heteroaryl, aroyl, heteroaroyl, arylsulfonyl, arylamino, heteroaryl- 
jino or C 3 ^-cycloalkyl, which are optionally substituted with 
SyC^-alkyl, C^-alkoxy, C^-alkylthio, hydroxy, amino, C^-alkylamino, 
tfC^-alkyOamino, halogen, cyano, trifluoromethyl, trifluoromethoxy, 
aryl, heteroaryl, aroyl, heteroaroyl, arylsulfonyl, arylamino or het- 
eroarylamino, 



15 



aryl, heteroaryl, aroyl, heteroaroyl, arylsulfonyl or heteroarylsulfonyl, which are 

optionally substituted with 

C^-alkyl, C^-alkbxy, C^-alkylthio, hydroxy, amino, C^-alkylamino, 
di(C 1-6 -alkyl)amino, inalogen, cyano, trifluoromethyl, trifluoromethoxy, aryl, 
heteroaryl, aroyl, heteroaroyl, arylsulfonyl, arylamino or heteroarylamino, 



Y is a valence bond, -O- or -N(R 



20 wherein R 12 is 



12v 



hydrogen, 
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C^-alkyl optionally substituted with 

aryl, heteroaryl, aroyl, heteroaroyl, arylsulfonyl, arylamino, heteroaryl- 
amino or C^-cycloalkyl, which are optionally substituted with 

C 1-6 -alkyl, C^-alkoxy, C^-alkylthio, Inydroxy, amino, C^-alkylamino, 
di(C 1 ^-alkyl)amino, halogen, cyano, trifluoromethyl, trifluoromethoxy, 
aryl, heteroaryl, aroyl, heteroaroyl, arylsulfonyl, arylamino or het- 
eroarylamino, 
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aryl, heteroaryl, aroyl, heteroaroyl, arylsulfonyl or heteroarylsulfonyl, which are 

optionally substituted with 

Yi-e-alkyl. C^-alkoxy, C^-alkylthio, hydroxy, amino, C^-alkylamino, 
dr(C lJ6 -alkyl)amino, halogen, cyano, trifluoromethyl, trifluoromethoxy, aryl, 
heteroaryl, aroyl, heteroaroyl, arylsulfonyl, arylamino or heteroarylamino, 

C 1 ^-alkylsulfonXpP tiona,| y substituted with 

C 3-8-cycloalkyl, C^-alkoxy, C^-alkylthio, hydroxy, amino, C^-alkylamino, 
di(C lJ6 -alkyl)amino, halogen, cyano, trifluoromethyl, trifluoromethoxy, aryl, 
heteroaryl, aroyl, heteroaroyl, arylsulfonyl, arylamino or heteroarylamino; 

A is a valence bond, C 1 ^alkylene l C^-alkenylene, C^-alkynylene, C 3 ^-cyclo- 
alkylene or phenylene, or\ 

when Y is -N(R 12 )-, A, together Wh R 12 and the nitrogen atom to which they are 
connected, may form a 3 to 8-merhbered, saturated or unsaturated, heterocyc- 
lic ring system optionally containing one or more further heteroatoms selected 
from nitrogen, oxygen and sulfur, and/oS^onally substituted with C^-alkyl, 
C^-alkoxy, C^-alkylthio, hydroxy, aminp/C^-alkylamino, dKC^-alkyOamino, 
halogen, cyano, trifluoromethyl, trifluordmetfSoxy, aryl, heteroaryl, aryl-C^-alkyl, 
heteroaryl-C^-alkyl, aroyl, heteroaroyl, arylsulfonyl, arylamino or heteroaryl- 
amino; and \ 

Z is -R 13 , -OR 13 , -SR 13 , -NR 13 R 14 , -CHR 13 R 14 , -CR 13 R 14 R 15 o\=CR 13 R 14 , 

wherein R 13 , R 14 and R 15 independently are \ 

hydrogen, \ 
C^-alkyl, C 2 ^-alkenyl or C 2 ^-alkynyl, which are optionally substituted with 
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# 



aryl\arylamino, heteroarylamino, aroyl, heteroaroyl, arylsulfonyl, C 1j6 -alkyl- 
sulfonyl, sulfonylamino, arylthio, heteroarylthio, aryloxy, acylamino, het- 
eroarylW C^-cycloalkyl, which are optionally substituted with 

C^lkyl, C lJQ -alkoxy, C^-alkylthio, aryl-C^-alkyl, heteroaryl-C^-al- 
kyl, nrtro, arylamino, heteroarylamino, aroyl, heteroaroyl, arylsulfonyl, 
heteroarVlsulfonyl, C^-alkylsulfonyl, sulfonylamino, arylthio, het- 
eroarylthio\ryloxy, acylamino, hydroxy, amino, C^-alkylamino, 
di(C 1 ^-alkyl)ar^iino, halogen, cyano, trifluoromethoxy or trifluoro- 
methyl, 



aryl, C^-cycloalkyl, C3_ 15 -cycloalkenyl, C^-cycloalkynyl, aroyl or heteroaryl, 

which are optionally substituted with 

aryl-C^-alkyl, heteroaiyl-G^-alkyl, aryl, heteroaryl, nitro, arylamino, het- 
eroarylamino, aroyl, heteroaroyl, arylsulfonyl, heteroarylsulfonyl, C^-alkyl- 
sulfonyl, sulfonylamino, aryltmo, heteroarylthio, aryloxy, acylamino, 
C^-alkyl, C^-alkoxy, C^-alkylfhio, C 3 _ 8 -cycloalkanecarbonyl, hydroxy, 
amino, C^-alkylamino, di(C 1 ^-alkyl)arnino, halogen, cyano, trifluorometh- 
oxy or trifluoromethyl, where 

R 13 and R 14 or R 13 , R 14 and R 15 , when the^ cfb not represent hydrogen, may be 
joined by one or more bridging linkers such as a valence bond, C^-alkylene, 
C^-alkenylene, -O-, -S-, -N(R 16 )-, -C(=0)-, -SteO)-, -S(=0) 2 -, -C(R 16 R 17 )-, 
phenylene, biphenylene, -O-C^-alkylene, -S-cV-alkylene, -NKR^J-C^-alkylene, 
-N=C 1 ^-alkylene, -O-C^-alkenylene, -S-C^-alkeraylene or -N(R 16 )-C 2 ^-alke- 
nylene, to form a mono-, bi- or polycyclic ring system, 



wherein R 16 and R 17 independently are 



hydrogen, 



C^-alkyl optionally substituted with 
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/I heteroaryl, aroyl, heteroaroyl, arylsulfonyl, arylamino, het- 
Darylamino or C^-cycloalkyl, which are optionally substituted with 
C^-alkyl, C^-alkoxy, C^-alkylthio, hydroxy, amino, C^-alkyl- 
samino, dKC^-alkyOamino, halogen, cyano, trifluoromethyl, 
trifluoromethoxy, aryl, heteroaryl, aroyl, heteroaroyl, arylsul- 
fonyl arylamino or heteroarylamino, 

aryl, heteroaryl, aroYl, heteroaroyl, arylsulfonyl or heteroarylsulfonyl, which 

are optionally substituted with 

C 1a6 -alkyl, C^-alkoxy, C^-alkylthio, hydroxy, amino, C^-alkyiamino, 
di(C 1d6 -alkyl)amino, halogen, cyano, trifluoromethyl, trifluoromethoxy, 
aryl, heteroaryl, aroyl, heteroaroyl, arylsulfonyl, arylamino or het- 
eroarylamino, 

C^-alkylsulfonyl optionally substituted with 

C 3 ^-cycloalkyl, C^-alkoxyXc^-alkylthio, hydroxy, amino, C^-alkyl- 
amino, dKC^-alkylJamino, halogen, cyano, trifluoromethyl, trifluoro- 
methoxy, aryl, heteroaryl, aro^l, heteroaroyl, arylsulfonyl, arylamino 
or heteroarylamino, or 

R 16 and R 17 , together with the nitrogen atVmjbo which they are connected, 
form a 3 to 8-membered, saturated or unsaturated, heterocyclic ring op- 
tionally containing one or more further heteraatoms selected from nitro- 
gen, oxygen and sulfur, and optionally substituted with C^-alkyl, 
C^-alkoxy, C^-alkylthio, hydroxy, amino, C^-alkylamino, 
dKC^-alkyOamino, halogen, cyano, trifluoromethyl, trifluoromethoxy, aryl, 
heteroaryl, aroyl, heteroaroyl, arylsulfonyl, arylamino or heteroarylamino; 



as well as any optical or geometric isomer or tautomeric form thereof or a pharma- 
ceutical^ acceptable salt thereof. 
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39. The medicament of claim 38, wherein an inhibition of the histamine H3 receptor 
has a beneficial effect. 

40. The meafcament of claim 38 which has H3 antagonistic action. 

5 \ 

41 . A pharmaceutical composition comprising, as an active ingredient, an effective 
amount of at least one compound of claim 38, together with one or more pharmaceu- 
tical^ acceptable carriers or diluents. 

10 42. The pharmaceuticalycomposition of claim 41 in unit dosage form, comprising from 
about 0.05 mg to about 1©G6-mg of the compound. 



CO 
m 
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43. The pharmaceutical (pirjposjtion of claim 42 in unit dosage form, comprising 



from about 0.1 mg to abourSOO 



the compound. 



44. The pharmaceutical composition of claim 43 in unit dosage form, comprising 
from about 0.5 mg to about 200 mg of the v compound. 



45. A method of reducing weight comprising administering to a subject in need 
20 thereof a pharmaceutical composition of claim 40^ 

^ J^^46. A method of treating or preventin^\overweight or obesity comprising administer- 
qJ?' ing to a subject in need thereof a pharmaceutical composition of claim 40. 

2i\ 47. A method for the suppression of appfetite, or satiety induction comprising admin- 
istering to a subject in need thereof a pharmaceutical composition of claim 40. 

48. A method of treating or pr*^yenting disorders and diseases related to overweight 
cy^f or obesity comprising administering to a subject in need thereof a pharmaceutical 
0^ 30 composition of claim 40. 
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4&\A method of treating or preventing eating disorders comprising administering to 
a subject in need thereof a pharmaceutical composition of claim 40. 

50. The method of claim 49, wherein the eating disorder is bulimia or binge eating. 



51 . A method of treat 
need thereof a pharmace 



or preventing IGT comprising administering to a subject in 
cal composition of claim 40. 



52. A method of treating or preventing Type 2 diabetes comprising administering to 
10 a subject in need thereof a pharmaceutical composition of claim 40. 

53. A method of delaying or preventing the progression from IGT to Type 2 diabetes 
comprising administering to a subjectxjn need thereof a pharmaceutical composition 
of claim 40. 
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54. A method of delaying or preventing the progression from non-insulin requiring 
Type 2 diabetes to insulin requiring Type 2 diabetes comprising administering to a 
subject in need thereof a pharmaceutical composition of claim 40. 



20 55. A method of treating or preventing diseases sm^fe^rders related to the sero- 
tonin-3 receptor (5-HT3) comprising administerinaro a subject in need thereof a 



pharmaceutical composition of claim 40. 
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56. The method of claim 55, wherein the disorder is emesis. 

57. A method of treating or preventing diseases and disorders related to the vanilloid 
receptor comprising administering to a subject in need thereof\a pharmaceutical 
composition of claim 40. 



30 58. The method of claim 57, wherein the disorder is pain, neurogenic inflammation 
or obesity. 
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59\A method of treating or preventing diseases and disorders related to the alpha-2 
adrenergic receptor comprising administering to a subject in need thereof a pharma- 
ceuticaKcomposition of claim 40. 

60. A method of treating or preventing disorders or diseases related to the H3 his- 
tamine receptor>the method comprising administering to a subject in need thereof an 
effective amount of Xcompound of claim 38 or a pharmaceutical composition com- 
prising this compound. 



61 . The method of claim 6^), wherein the effective amount of the compound is in the 
range of from about 0.05 mg to about 2000 mg per day. 




62. The method of claim 61 , wnierein the effective amount of the compound is from 
about 0.1 mg to about lOO^jngi^er^ay. 



63. The method of claim 62, wherein the\effective amount of the compound is from 
about 0.5 mg to about 500 mg per day. 



